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H 


*90l 


ranuiY|Xq)3ui-£ 


H 


£901 


ounuziXq}3U*-£ 


H 


2901 | 


omtneiXqptu-/, 


H 


1901 


OU I LU u jXlJ}3UJ-£ 


H 


0901 


outuitqXipjujrp-^ 


H 


650 1 



1124 
1125 


H 

! H 


7-diroethylamino 

7*dmicthylarnino 1 


1126 
| 1127 
! 1128 


H 
H 
H 


7-dimettiy laniin o 
7^1injethy I amino 
7-chrocthyIamtno 


I 1129 
1130 
1131 
1132 


H 
H 
H 
H 


9 -dime thy lam mn 

7 -dun ethyl amino 1 


1133 


H 


7-dimcthylamino 

1 7— rl ttt%<— th vl n m inr\ 
f -11XLLIC LU J Wl H1HO 


I 1134 


H 


7-dimcthybimino 


1135 


H 


7^dimethyIammo 


1136 


H 




1137 


H 


r& -aiTucuiyinyarazino ) 


1138 


! H 


/ -tumctny iaimno 


1139 


H 


, /-dnncaiylamino | 


1140 


H 


t'\z ,2 KumetliylftyarBzmo) 


3 1 141 


H 


7-cthybnethytanuno 


1142 


H 


7-diroethylauiino 


1143 


3-fluoro-4- 
methoxy-phenyl 


7~dixsethyl8nuoo 


1144 


H 


7-dimethylamino 


1145 


H 


9-dimethylamino 


1146 


H 


7-dimcthyIamino 


1147 


H 


7-dicthylamino 


1148 t 


H 


7 -d uncthy lsulf onium, fluoride salt 


1149 


H 


7-etfaylamino 


1150 


H 


7 -ethylmethy lamrno 


1151 


H 


7-duDcthylamtno \ 


1152 


H 


7-{etboxymcthyl) methylamino 


1153 


H 


7-mcthylamino f 


1154 


H 


9-metboxy 


1155 


H 


7 -methyl 



| 1156 


H 


7-methylmercapto j 


1157 


H 


7-fluoro; 








1158 


H 




1159 


H 




I 1160 


H 


7-diethylamino i 


1161 


H 


7-dnnethyfannno 


i 1162 


H 


7-dimethylflmino 


1163 


H 


7-methoxy 


1164 


H 


7-methoxy 


1165 


H 


7-trimcthylammonium iodide 


1166 


H 


7-tnmcthylamraonium iodide i 


U67 


H 


7 -dnrtethy lammo } 


1168 


H 


7-tnmethylammomum iodide ) 


1169 


H 


I 8-dimcthylammo f 


1170 


H 


7-ethyJpropylamino 


1171 


H 


7 ^iimctfa y l&mmo 


1172 


H 


7-mcthoxy \ 


1173 


H 


7-ethylpropylamino 


1174 


H 


7-phenyl 


1175 


H 


7-methylsulfonyl 


1176 


H 


9-fluoro i 


1177 


H 


7-butylmcthylamino 


1178 


H 


7-dimethylaraino 


j 1179 


H 


8-methoxy 


1180 


H 


7-trimethylammoniuni iodide 


1181 


H 


7-butylmethylamino 


1182 


H 


7-methoxy 


1183 


H | 


7-fluoro 


1184 


H 


7-fluoro; 9-fluoro 


1185 


H 


7-fluoro | 


1186 


H 


7-fluoro; 9-fluoro 


1187 


H 


7-mcthyl 





H 


6VZ\ 




H 


mi 


ounuEiXxpsoup-jr, 


H 


z*zi l 


omuiejXqiaanp-^ 


H 


9PZI 


cmnxte|Xtp3imp-^ 


H 


SPZl 


(optzupXinXipsto-, | )-i 


H 


mi 




H 


ZPZl 


oxnuiF]Xq)3iiiTp-/. 


H 


ZfrZI 


i ouiurejiCqpanp-i 


H 


IfrZl 


omuejXtpaunp-^ 


H 


OfrZl 


oiniuEjXipaunp-^ 


H 


6CZI 1 


oxmuc|Xqi9tinp-/, 


H 


8CZ1 


omuiB]Xtp3uiip-£ 


H 


LtZ\ 


OUnnuiXtpsanp-/, 


H 


9CZI I 


ounusiXtpaunp-^ 


H 


SCZI 


omuie]Xip3iinp-£ 


H 


VtZl 


otnunrjXipsun p-£ 


H 


£€Zl 


omtue)Xif)3Unp-g 


H 


ZZZl 


ounsciXqpunp-^ 


H 


iczi 


{ !onnnB]Xi{)3iinp-6 


H 


oezi ! 


Ouim ejXmSlU II p-/. 


H 


6ZZ\ | 




H 


szzi 3 


ounnqXinq-uaj)-/. 


H 


LZZ\ \ 




H 


9ZZ\ j 




H 


Tax 


won U~Z. 


H 


PZZl 


oaiunqXipaui-i. 


H 


tzzi 


s aanueiXq)»-£ 


H 


zzz\ 


OiuuuL'jXipaunp-^ 


H 


IZZ\ 


oanuB|Xdaidosi-£ 


H 


ozzi \ 



oua lUEjXipscmp-^ 


H 


6131 


|XnqnnsiXq)au]-6 


H 


8131 


omniB|Xipaaiip-£ 




LIZ\ 




H 


9\Zi 




H 


fftZI 




H 


nzi 


ouimu|Xqpujtp-£ 


(Xuaqd-Xxotpaai 


UZl 


! (oraioqdioni-,tf)-6 


H 


z\z\ 


omurqXqpuiip-/, 


H 


IlZl 




H 


OKI 


i {Xusii^Xipscaip-/. 


H 


60ZI 


oniuroiXqtaunp-^, 


H 


B0Z1 


ouiurejXqtaanp-/, 


H 


£OZI 


oannefXip»iJip-£ 


H 


90ZI 


ouiUR[Xipatinp-£ 


H 


ffOZI | 




H 


WZl 


(lXn»qd]X)nq-v3)- ( tr>£ 


H 


con 


Xxoqpta*/, 


H 


zozt 


jXqptui-i 


H 


IOZI 


oamis|Xfp9UiTp-£ 
uuiiuB|Xt{punp-^ 
Xxoqjam-^ 
(opnaeuuqj]Xqiaui-^)-£ 

(jX»'|-ai2Bi3didiXqj3ai-,^>-i 
ouxuiV|Xipa4P?p-£ 
oumiBjXtpauiip-^ 

— ^xa^Xg^ 

XxcupXq-^ 

<4>;poi Uuuaounu&|Xq)3aiu)-£ 


|Xrajd 
H 
H 
H 
H 
H 
H 
H 

h ; 

H 
H 
H 
H 


OOZI 
6611 
861 1 
£611 

9611 \ 

£61 1 | 

W>ll 

£611 

Z6U 

1611 

0611 1 
6811 ! 
8811 



1250 


H 


7-dimethylamino 


1251 


H 


7— rf i tYt^f Kvl nrr\ inn 


1252 


H 


7-dimethylamino { 


1253 


H 


7-d imethy lamino 


1254 


H 


7 -dimethy lammo \ 


1255 


H 


7 -dimeth y lamino ! 


1256 


H 


7-dimethylamino 


1257 


. H 


8-broroo; 7-dimethylamino 


i 1258 


H 


9-(tert-butylamino) 


1259 


phenyl 


7-dimethylamino 


1260 


H 


7-dimethylamino 


1261 


H 


7-dimethylamino 


1262 


H 


7-dimetbylamino 


1263 


H 




1264 


H 


7>!Cftnmnvlftmrnrt 


1265 


H 


Q»f«/YfYfTrtrw1 STntnA 


1266 




^JT^^J"^ 0 


1267 




7-carboxy, methyl ester 


1268 


1] 


7-cumcthylamino 


1269 


H 


7-dtrnethylarnino 


1270 


H 


7 *<li methyl amino 


1271 


H 


7-dimethylamino 


1272 


H 


7-dimethylamino 


1273 


H 


7-dimethylamino 


1274 


H- 


7-dimc Lhylamin o 


1275 


H 


7-dimethylamino [ 


I 1276 


H 


7-dtmethylamino 


1277 


H 


7-dimethylamino 


1278 


H 


7-dinxthylammo 


1279 


H 


7-dimemylamino [ 


1280 


H 


7-dimethylamino 


1 1281 


H 


7-dimewylamino 


1282 


H 





1283 
1284 



1288 



1291 



1293 
1294 
1295 
1296 



"IT 



7-dimethylamino 

9-ethylamino 
7-dimethylamino 



7-dimethyLamino 



7-dimethylamino 



7-diroemylamino 
7-dimethylamino 



7-djmemylamino 



7-dimethylamino 



7-dimc thylamnio 



7-dimethylamino 



7-dimethylamino 



7-dimethylamino 



7-dimethylamino 



1300 



1302 
1303 



1305 



1306 
1307 



7-dimethylamino 



H 
phenyl 
H 



7-dimethylamino 



7-dimethylaroino 



7-dimethylamino 



7-trimethyIammon ium iodide 



9-hydroxy 



7-dimethylamino 



7-tert-buty lamino 



9-mcthylamino 



4-methoxy-pbenyI 



7-dimctbylamino 



9-(4'-moiphoIino) 



7-dmiethylanrino 



9-flaoro 



7-amino 
7-<hydroxylamino) 



8-hexyioxy 



1314 
1315 



8-ethoxy 



7-(hydroxy lamino) 



7-(hexyloxy) 



© 



1 



ouiui t)Xqi xtnp-^ 


H 


I9£I 




H 


\9Zl \ 


ounns|Xip9unp-£. 


H 


D9£! 


OTnuiEjXijisiinp-^ 


H 


6f£l 


otnuiBiXqpunp-/, 


H 


8SEI 


ourare|Xq)3iinp-£ 


H 




> otnurejXipauiip-^ 




95CI 


ounuejXipauiip-i 


H 


SS£l ! 


ounnEjXtpsunp-i, 


H 


frfftt 


ooiureiXiiponp-/, 


H 


C?£I 


otmuc|Xq)3onp-^ 


H 


ZS£I 


ointuqXtpaunp-^ 


H 


IfCl 




H 


OSCl ] 


ouniie|Xt(punp-£ 


H 


6K! 


i ouiute|Xi{)3uiip'^ 


H 


8fr£l 


oonnBiXtpatuip-i 


H 


LPZl 


uoptsod-g sqj }B 


H 


9VZI 


aptpoi iuiu u oamreiXipannn-/, 


H 




ounuejXtpaunp-/. 


H 


mi 




H 




(jXioqdojono-.tH 


H 




OUIUIB|Xt{29UITp-^ 


H 




|Xip3UJ-£ 


H 


OKI 


oannejXtpaunp-i, 


H 


6££t 


(]XcnzEodidiXtipiD-,tr)-z. 


H 


set i 


ounuE|Xqj3uiip-£ 


H 


£££1 i 


ouiuie(Xt{)3uiip-^ j 


H 


9££1 


oinureiXipaanp-i 


H 


?££! 


ouiuieiXip3unp-£ ! 


H 


K£l | 


ounueiXipsuiip-^. 


H 


E££l 



ouxanqXtpaufip-i, 


H 


Z££l ! 




H 


I££l 


i omuiBiXip9Uiip-£. 


H 


0££l 


omnrqXipaunp-^ 


H 


6ZZ\ 


omuiB)Xip9uiip-£ 


H 


8ZEI 


oanxnqXipsanp-£ 


H 


LZZ\ 


ouiura]Xip3tmp-£ 


H 


9Z£l ! 


ounue]Xip3iinp-^ 


H 


SZZ\ 


ourmv|Xq)3ixnp-£ 


H 


PZZl 


oarunqXq^anp-^ 


H 


tzzi 


otnuieiXqisanp-/. 


H 


ZZZ1 


1 uoqtsod-g »m jb 

o 


H 


I3£l 




H 


ore i 




H 


6I£I 


oarure]Xi(istiiip-^ 


H 


8I£! ! 


uoqtsod-g stp jb 

I 


H 


mi 


I XxaipXq-3 


H 


9I£t 



1363 


H 


7-dimemylamino 


1364 


H 


7-dimethylamino 


1365 


H 


7-dimethylamino 


1366 


H 


7-dimethylamino 


1367 


H 


7-dimethylamino 


1368 


H 


7-dimethylamino 


1369 


H 


7-dimethylamino ; 


1370 


H 


7-dimethylamino ; 


1371 


H 


7-dimethylamino 


1372 


H 


7-dimethylamino 


1373 


H 


7-dimethylamino 


1374 


H 


7-dimethylamino \ 


1375 


H 


7-dimethylamino 


1376 


H 


7-dimethylamino 


1 1377 


H 


7-dimethylamino 


1378 


H 


7 -di mcthylamino 


1379 


H 


7-dimethylamino 


1380 


H 


7-dimethylamino 


1381 


H 


7-dimethylamino 


1382 


H 


7-dimethylamino 


1383 


H 


7-dimethylamino 


1384 


H 


7-dimethylamino 


1385 


H 


7-dimethylamino ' 


1386 


H 


7-dimethylamino 


1387 


H 


7-dimethylamino f 


1388 


H 


7-dimethylamino 


1389 


H 


7-dimethylamino » 


1390 


H 


7-dimethylamino { 


1391 


H 


7-dimethylammo 


1392 


H 


7-dimethylamino 


1393 


H 


7-dimethylamino 


1394 


H 


7-dimethylamino 


1395 


H 


7-dimefrylamino 



S3 

o 



I 

5 





H 




1397 


H 


7-dimethylamino 


1398 


H 


7-dimethylamino 


1399 


H 


7-dmwthylamino : 


1400 


H 


f_ 7-dimethylamino 


1401 


H 


7-dimethylamino 


1402 


H 


7-dimethylamnio 


1403 


H 




1404 


H 


7-dtmetbylamino 


1405 


H 


7-dimethylamino 


1406 


H 


7-diracthylamino 


1407 


H 


7-dtmethylamino 


1408 


H 


7-dimethylamino 


1409 


H 


7-dtmethylamino 


1410 


H 


7-dimethylammo 


1411 


H 


7-dimethylamino j 


1412 


H 


7-^diroethytammo 


1 1413 


H 


7 -dimeth y lamin o \ 


i 1414 


H 


7-dimethylamino 


1415 


H 


7-dimethylamino 


1416 


H 


7-dimethylamino 


1417 


H 


7-dimethylammo 


1418 


H 


7-dimethylamino 


1419 


H 


7-dimethylamino 


1420 


h ; 


7-dimethylamino I 


1421 


H 


7-dimethylamino 


1422 


H 


7-dimethylamino 


1423 


H 


7-dimethylamino 


1424 


H 


7-dtmethylamino 


1425 


H 


7-dimrthylamino 


1426 


H 


7-dimethylamino 


1427 


H 


7-dimethylamino 


1428 


H 


7-dimethylamino 



i 

i 



1 

o 

I 






H 


ISPl 


outureiXi{|3uiip-/_ 


i H 


OSPl 


oarui?iXq)3iuip>^ 


H 


6trPl 


omnraiXipaanp-/, 


H 


2PPI 


oaiurajAipninp-/. 


H 


LPP\ 




H 


9PP\ 


OOIUIS] Xtf}9tUip-£ 


H 


SPPl 


oonnqXiDaiinp-/, 


H 


PPP\ 




H 


ZPP\ 




H 


ZVP\ 


orouiY|£tp3unp-£ 


H 


\pp\ 




H 


OH' I 


ouRirejXipaunp>£ 


H 


6ZP\ 


oinureiXqisuiip-^ 


H 


8ZP\ 


ooiuiE]Xip9nnp-^. 


H 


LZP\ 


<unui*|£q}3tuif>-£ 


H 


9ZV\ 


omtm|Xqpiuip-£, 


H 


SZPl 




H 


PZP\ 


ouiure]Xqi3iuTp-i 


H 


ZZP\ \ 




H 


ZZP\ 1 


oururejXqjsuiip-/. 


H 


\ZP\ 


omxueiAipaxup-^ 


H 


OZPl 


onnnsjXipauiip-^ 


H i 


61P\ 



1 



3 
5 



si P 



I 




1 



I 



K 

06 




f 




OS 




*• 




S ! 

*os 






e 



Compound 
Number 


R' 


R J 


R 5 


R 4 


R 5 


1452 


ethyl 


n-butyl 


OH 


H 


1 OH 

o 


1453 


n-butyl 


ethyl 


OH 


H 


1 OH 

o 


1454 


n-butyl 


n-butyl 


OH 


H 


! OH 

o 



1455 


ethyl 


n-butyl 


OH 


H 


NH^^COjH 


1456 


n-butyl 


ethyl 


OH 


H 


NH COjH 


1457 


n-butyl 


n-butyl 


OH 


H 


NH CO,H 



s 






H 


HO 






09H 


































H 


HO 






6SM 




H 


HO 






8SH 



1464 


ethyl 


n-butyl 


OH 


H 


0 — B> 


1465 


n-butyl 


ethyl 


OH 


H 


o 


1466 


n-butyl 


n-butyl 


OH 


H 


LjJ "°".r H - 

o 



1467 


ethyl 


n-butyl 


OH 


H 


$ Hho- 


1468 


n-butyl 


ethyl 


OH 


H 


$ -l-o- 

• — B> 


1469 


n-butyl 


n-butyl 


OH 


H 


$ -fo- 



3 



D ^ 


H 


HO 


jXjnq-u 








H 


HO 




jXjnq-o 




o 2£l 


H 


HO 


iXjnq-o 




aw 




I486 


n-butyl 


ethyl 


OH 


H 


! COjH 

CO a H 


1487 


n-butyl 


n-butyl 


OH 


H 









































i 





2 



[1 




H 


HO 


|Xjnq-a 




C6>l 


! ^OO^^H^^^^ 

J i 




H 


HO 




jXjnq-u 


Z6*\ 


h^oo^n/N. ^*^o 




H 


HO 


l&nq-u 




I6W 



I 




1501 


D-butyl 


ethyl 


OH 


H 


r T) 2c i * 


1502 


n-butyl 


n-butyl 


OH 


H 


^^^) 2C 1 " 


1503 


ethyl 


n-butyl 


OH 


H 


e. 

s " S — tt Dm 





<o XXI 












1 




H 


HO 










QjGOl 












«* 


-«o [l J 


H 


HO 




lXjnq-u 


ZZSl 




. -» Til 
















H 


HO 


jXjnq-n 


fiCwq-a 


ZZSl 


17568 


|l j 


H 


HO 









i 




o 



1525 


n-buiyl 


clbyl 


OH 


H 






1526 


n-butyl 


n-butyl 


OH 


H 






1527 


ethyl 


n-butyl 


OH 


H 


Jb; r co,H 

X& 




1528 


n-butyl 


ethyl 


OH 


H 


TX/ 





e 



1529 


n-butyl 


n-butyl 


OH 


H 




1530 


ethyl 


n-butyl 


OH 


H 


1-*** ° 


1531 


n-butyl 


ethyl 


OH 


H 




1532 


n-butyl 


n-butyl 


OH 


H 


(ll O^CF, 




1545 


ethyl 


n-butyl 


OH 


H 


I R « PEG 1000 


1546 


n-butyl 


ethyl 


OH 


H 


R » PEO 1000 

0 -R 


1547 


n-butyl 


n-butyl 


OH 


H 


^^^^ R - PEG 1000 


1548 


ethyl 


n-butyl 


OH 


H 


M j 



... C/XrYxj 


H 


HO 






8KI 


... <^oVS 




H 


HO 


[jCirtq-o 




Lttl 




H 


HO 




iXinq-a 


95S1 




H 


HO 




|XjTiq-c 


55 SI 




2 


H 


HO 


|X|nq-o 








245 O 



1559 


n-butyl 


n-butyl 


OH 


H 


H M 


1560 


ethyl 


n-butyl 


OH 


H 


N 
1 




1561 


n-butyl 


n-butyl 


OH 


H 




CCD 


1562 


D-butyl 


n-butyl 


OH 


H 







1563 


ethyl 


n-butyl 


OH 


H 


H 


1564 


n-butyl 


n-butyl 


OH 


H 


H k^/N 


1565 


n-butyl 


n-butyl 


OH 


H 


H k^,N 


1566 


ethyl 


n-butyl 


OH 


H 


tiu. 

H k^/N 

CI" , 





H 


HO 










H 


HO 




|Xjnq-a 




H 


H 


HO 










H 


HO 


lXjnq-n 






O H 

1. p 


H 


HO 




lX|nq-n 


liSl 



I 




1576 


n-butyl 


ethyl 


OH 


H 


i i 

H H 


1577 


o-hutyl 


D-butyl 


OH 


H 


i i 

H H 


1578 


ethyl 


n-butyl 


OH 


H 


1 l 

H H 


1579 


d- butyl 


ethyl 


OH 


H 


H H 



1580 


n-butyl 


n-butyl 


OH 


H 


H H 


1581 


ethyl 


n-butyl 


OH 


H 






1582 


□-butyl 


ethyl 


OH 


H 






1583 


n-butyl 


n-butyl 


OH 


H 







1592 


D-butyl 


n-butyl 


OH 


H 


■ycc: 

o 


1593 


ethyl 


d- butyl 


OH 


H 


N N 
H H 


1594 


D-butyl 


n-butyl 


OH 


H 


Qxvo 

N N 

1 1 
H H 


1595 


n-butyl 


n-butyl 


OH 


H 


i i 

H H 



1596 


ethyl 


n-butyl 


OH 


H 




1597 


n-butyl 


ethyl 


OH 


H 




1598 


n-butyl 


n-butyl 


OH 


H 


CO,H 


1599 


ethyl 


n-butyl 


OH 


H 


— \ c| " 

N 

1 

H 



H H 

| | 

on r\ 


H 


HO 




lXjnq-a 


Z.09I 


| H H 

1 1 


H 


HO 






9091 


H H 
1 1 


H 


HO 






5091 




H 


HO 






W9I 




1608 


ethyl 


n-butyl 


OH 


H 


\\ // o o 

N N C0 2 H 
H CM, 


1609 


n-butyl 


ethyl 


OH 


H 


V- 

H CH, 


1610 


D-butyl 


n-butyl 


OH 


H 


N N CO a H 
H CH, 


1611 


ethyl 


n-butyl 


OH 


H 


nor 



I 



1612 


n-butyl 


ethyl 


OH 


H 






1613 


n-butyl 


n-butyl 


OH 


H 1 






1614 


ethyl 


D-butyl 


OH 


H 


H H 1 


r»"0 or a positive 
/ \ integer 


1615 


n-butyl 


ethyl 


OH 


H 


H H \ 


i'0 or • positive 
1 \ i n tege r 




1625 


n-butyl 


n-butyl 


OH 


H 


OH OH 


1626 


ethyl 


n-butyl 


OH 


H 


'^^^ 


1627 


n-butyl 


ethyl 


OH 


H 





1634 


o-butyl 


n-butyl 
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